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Heidler, Philipp; Zot 
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CODEN: BMECEP; ISSN: 
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1428-1436 
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AB Given the more or less global spread of multidrug-resistant Plasmodia, 
structurally diverse starting points for the development of 
chemotherapeutic agents for the treatment of malaria are urgently needed. 
Thus, a series of 20 adenosine derivs. with a large lipophilic substituent 
in N6-position, e.g. I, were prepared in order ;o evaluate their potential 
to inhibit the chloroquine resistant Plasrcoaru::. falciparum strain Kl in 
vitro. The rationale for synthesis of these structures was the high 
probability of interactions with multiple ader.osir.e associated targets and 
the assumption that a 1; c N6- ( 4-phenoxy) benzyl substitution 

should allow the rnols . to diffuse across parasite membranes. Starting 
from readily available inosine, the new compds . were prepared as single 
isomers using a polymer-assisted acylation protocol enabling the 
straightforward isolation of the target compds. in pure form. 
Heterocyclic ring systems were synthesized on-bead on Rentier's 
safety-catch linker prior to acylation of the scaffold in solution Most of 
the highly pure compos, displayed anti-plasmodial activity in the low 
micromolar or even submicr omolar concentration range. 

IT 722505-26-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(polymer-assisted solution phase synthesis of lipophilic amido 

■\ : ' 1 _ . ' ' ' c substitution and acylation from 
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2005:74688 CAPLUS 

142:336573 

Synthesis of 9- ( 2-p-C-methy 1-p-D-ribof uranosyl ) -6-substituted 
purine derivatives as inhibitors of HCV RNA replication 

Ding, Yili; Girardet, Jean-Luc; Hong, Zhi; Lai, Vicky C. H.; An, Haoyu 
Koh, Yung-hyo; Shaw, Stephanie Z.; Zhong, Weidong 

Valeant Pharmaceuticals International, Costa Mesa, CA, 92626, USA 
Bioorganic 4 Medicinal Chemistry Letters (2005), 15(3), 709-713 
CODEN: BMCLE8; ISSN: 0960-894X 



A series of 9- ( 2 ' -P-C-methyl-P-D-ribof uranosyl ) -6-substituted 
purine derivs. were synthesized as potential inhibitors of HCV RNA 
replication. Their inhibitory activities in a cell based HCV replicc 
assay were reported. A prodrug approach was used to further improve 
potency of these compds. by increasing the intracellular levels of 
5 '-monophosphate metabolites. 
Improved i n h i b itory activities 
565435-06-5P 

RL: BSU (Biological study, unclassified!; SPX Synthetic preparation!; 

BIOL (Biological study! ; PREP (Preparation) 

(synthesis of 9- ( 2-p-C-methy 1-p-D-ribof uranosyl ) -6- 

substituted purine derivs. as inhibitors of HCV RNA replication) 

565435-06-5 CAPLUS 

Adenosine, N- [( 2-ethoxyphenyl ) methyl ] -2 ' -C-methyl- (9CI) (CA INDEX NAME) 
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2004:566634 CAPLUS 
141 : 123865 

Substitution derivatives of N6-benzyl-adenosine, methods of their 
preparation, their use for preparation of drugs, cosmetic preparations a 
growth regulators, pharmaceutical preparations, cosmetic preparations an 
growth regulators containing these compounds 
Dolezal, Karel; Popa, Igor; Zatloukal, Marek; Le 

Dana; Vojtesek, Borivoj; Uldrijan, Stjepan; Mlejnek, Petr; Werbroi 
Stefaan; Strnad, Miroslav 

Ustav Experimentalni Botaniky Akademie Ved Ceske Republiky, Czech 
al. 



SO PCT Int. Appl. , 114 pp. 
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DT Patent 
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R: AT, BE, CH, DE , DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 

IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ, EE, HU, SK 

ZA 2005006074 A 20060531 ZA 2005-6074 20050728 

US 20060166925 Al 20060727 US 2005-540993 20050815 

PRAI CZ 2002-4273 A 20021230 

WO 2003-CZ78 W 20031229 
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AB The invention concerns novel substitution derivs. of N6-benzyl-adenosine 
I, wherein n is 2-6; Rl is H, OH, halogen, alkoxy, amino, hydrazo, 
mercapto, methylmer capto , carboxyl, cyano, nitro, amido, sulfo, sulfamido, 
acylamino, acyloxy, alkylamino, dialkylamino, alky lmer capto, carbylalkoxy , 
cycloalkyl, carbamoyl alkyl; R2 is H, OH, halogen, alkoxy, amino, hydrazo, 
mercapto, methylmercapto, carboxyl, cyano, nitro, amido, sulfo, sulfamido, 
acylamino, acyloxy, alkylamino, dialkylamino, alky lmer capto, cabylalkoxy, 
cycloalkyl, carbamoyl, having anticancer, mitotic, immunosuppressive and 
anti-senescent properties for plant, animal and human cells. This 
invention also relates to the methods of preparation of these 
N6-benzyl-adenosine derivs. and their use as drugs, cosmetic prepns. and 
growth regulators comprising these derivs. w h .r. ' ve compound and use of 
these derivs. for preparation of pharmaceutical cor ens . , in biotechnol. 
processes, in cosmetics and in agriculture. Use of title compds. as 
mitotic or antimitotic compound, especially for treating cancer, psoriasis, 
rheumatoid arthritis, lupus, type I diabetes, multiple sclerosis, 
restenosis, polycystic kidney disease, graft rejection, graft vs. host 
disease and gout, parasitoses such as those caused by fungi or protists, 
or Alzheimer's disease, or as anti-neurogenerative drugs, or to suppress 
immunostimulation or for the treatment of proliferative skin diseases. 
Thus, 2-amino-6- ( 2-methoxybenzylamino ) purine riboside was prepared as growth 
regulator, and antitumor agent. 

IT 420116-42-3P 722505-15-9P 722505-16-0P 
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RL: AGR (Agricultural use); BSU (Biological study, unclassified); COS 
(Cosmetic use); IMF (Industrial manufacture); PAC (Pharmacological 
activity); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(preparation of N6-benzyladenosine nucleosides as antitumor, mitotic, 
immunosuppressive prodrugs, cosmetic agents, and growth regulators! 
RN 420116-42-3 CAPLUS 

CN Adenosine, N- ( [1,1* -biphenyl] -4-ylmethyl ) - (9CI) (CA INDEX NAME) 
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CN Adenosine, N- [( 4-f ormylphenyl ) methyl] - (9CI) (CA INDEX NAME) 
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RN 722505-28-4 CAPLUS 

CN Adenosine, N- [( 4-pr opoxyphenyl ) methyl ] - (9CI) (CA INDEX NAME) 
Absolute stereochemis try . 




RN 722505-29-5 CAPLUS 

CN Adenosine, N- [( 4-octylphenyl) methyl] - (9CI) (CA INDEX NAME) 




RN 722505-30-8 CAPLUS 

CN Adenosine, N- [[ 4- ( octyloxy ) phenyl ] methyl ] - (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 
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CN Adenosine, N- [( 4-butoxyphenyl ) methyl ] - (9CI) (CA INDEX NAME) 
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AB Various 2 ' -beta-methyl-6-substituted adenosine analogs I in which Z is 

selected from the group consisting of an alkyl, an O-alkyl, an alkenyl, an 
alkynyl, and CN, wherein the alkyl, the alkenyl, or the alkynyl is 
optionally substituted with a halogen or OH; A is CH or N, and E is C-R6 
or N, such that (1) when A is CH then E is C-R6 or N, and (2) when A is N 
then E is CH; X is NR1R2 , NR2NR3R4, NR2N=NR3 , NR2N=CHR3 , NR2N=0, 
NR2C ( =0 ) NR3R4 , NR2C ( =S ! NR3R4 , NR2C (=NH) NR3R4, NR1C (=0) NR2NR3R4, NR20R3, 
ONHC (0} O-alkyl, ONHC (0) 0-aryl, ONR3R4, SNR1R2, SONR1R2 , or S(0)2NR1R2; 
wherein R1-R4 are independently H, alkyl, substituted alkyl, O-alkyl, 
cyclic alkyl, heterocyclic alkyl, alkoxy, alkaryl, aryl, heterocyclic 
aryl, substituted aryl, acyl, substituted acyl, S(0)2-alkyl, NO, NH2 , or 
OH; and R6 is H, NH2, halogen, N3 , NHR1, NHCOR1 NR1R2, NHS02R1, NHC0NHR1, 
NHCSNHR1 , CH2NHR1, CHR1NHR2 , NHNH2, CN, alkyl, alkenyl, alkynyl, CH2-aryl, 
CH2-heterocycle, halogen, OH, or SH; are prepared by conventional and 
combinatorial 1. ly 
useful as therapeutic agents, and especially as antiviral agents. Thus, 
N6- [3- (methylthio) phenyl] -9H- (2 ' -p-C-methyl-p-D- 

ribofur anosy] line s e ed ai este n vitro as antiviral agent 
against influenza virus A, bovine viral diarrhea virus, Hepatitis B virus, 
HIV-1 virus and human Rhinovirus . 
IT 565435-06-5P 

RL : CPN (Combinatorial preparation); PAC (Pharmacological activity); THU 
(Therapeutic use); BIOL (Biological study); CMBI (Combinatorial study); 
PREP (Preparation) ; USES (Uses) 
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CN Adenosine, N- [ ( 2-ethoxyphenyl ) methyl ] -2 ' -C-methyl- (9CI) (CA INDEX NAME) 
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AN 2002:89069 CAPLUS 
DN 136:355407 

TI Anti-Malarial activity of N6-Substituted adenosine derivatives. Part I 
AU Golisade, Abolfasl; Wiesner, Jochen; Herforth, Claudia; Jomaa, Hassan; 
Link, Andreas 

CS Institut fur Pharmazie, Universitat Hamburg, Hamburg, D-20146, Germany 
SO Bioorganic & Medicinal Chemistry (2002), 10(3), 769-777 

CODEN: BMECEP; ISSN: 0968-0896 
PB Elsevier Science Ltd. 
DT Journal 
LA English 

OS CASREACT 136:355407 

AB The synthesis and biol . evaluation of novel N6-substituted adenosine 

derivs. is reported. The first series of compds . was obtained using an 

established procedure for the nucleophilic substitution of a 

1- (6-chloro-purin-9-yl) -p-D-l-deoxy-ribofuranose with various amines. 

In addition, attachment of two different amino-f unctionalized spacer arms at 
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TI Preparation of adenosine derivatives 
respiratory, central nervous system, 
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JP 1995-98038 
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AB The title compels . (I; Ar = Ph, heterocycly 1 ; Q = lower alkylene; Rl = 

HOCH2 , H2NCO, lower alkylcarbamoy 1 ; R2 = H, HO, NH2 , lower alkoxy) , which 
are particularly useful as antihypertensives without side effects such as 
changing number of heart beats (no data) , are prepared Thus, 90 mg 
6-amino-3-biphenylylmethylamine dihydrochloride was dissolved in 10 ml 
EtOH, treated with 0.30 mL Et3N and 82 mg 

6-chloro-9-p-D-ribofuranosyl-9H-purine, and refluxed for 8.5 h to 
give 67% N6- ( 6-amino-3-biphenylylmethyl ) adenosine . 
IT 177270-12-1P 177270-16-5P 177270-17-6P 
177270-19-8P 

RL : BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of adenosine derivs. for treating cardiovascular, respiratory, 
central nervous system, and immune diseases) 
RN 177270-12-1 CAPLUS 

CN Adenosine, N- [( 4-amino [ 1 , 1 ' -biphenyl ] -3-yl ) methyl ] - (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 177270-16-5 CAPLUS 

CN Adenosine, N- [( 4-amino-4 ' -fluoro [ 1 , 1 ' -biphenyl] -3-yl ) methyl] - (9CI) (CA 

INDEX NAME) 
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